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*tTV>* #lttK2, 4HW3R3 % #IRdtt4, #fF^5^# 

& mm&mm9 2/0 6 9 7 6t , mm^mm9 a/q 1 1 1 4^>yu y 
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ffitE#2 004-3067031 



#12003-185477 



^-v*: 8/ 



[0 0 2 5] 

ft** (I) 14, *&BB4 7-2 6 5 1 6*fcsHU *r f-f 

(J- Med. Chem.) , 3 4%, 143 H, 1991^ 
^-^•*r.^v^.^*M;~- (J> Me(J Chem) ^ 3g ^ 
1 3 3 331, 1 9 9 3^ WO 9 2/0 6 9 7 6fM, #lf6-2 1185 
#i¥6-2 3 9 8 6 2f» W0 9 5/2 3 1 6 5tm #M 
¥6- 1 6 5 5 9^ WO9 4/01114fa W09 9/1 2 5 4 6 
■*&*L WO 9 9/3 5 1 4 7-^««(cH»$ tLtt&vt tz\Z*tit> Km C 

»tB, £fe ^ H a N 
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ft** (I) ft** (i) iWLV&TmbtLim+K 
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6 5 1 6 -^£=80 

IR(KBr) vmax(cm-l) : 1702, 1667, 1508, 1432 

NMRCDMSO-de, 270MHz) * (p pm ) :7 . 61(1H , d , J=16 . 0Hz)> 7>25(1H> ^ J=Ig QH 

7.09(2H, s), 4.03C3H, s), 3.85(6H, s), 3.71(3H, s), 3.45(3H, s), 3.2 
1 (3H, s) 

MS (EI) 386 (M+) 

[0 0 3 0] 
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I 190. 4-191. 3"C 
TGmfrtifm : C20H 2 4N40 4 t LT 
a»tt (%) : C 62.48, H 6.29, N 14.57 
XHtfc (%) : C 62.52, H 6.53, N 14.56 
IR(KBr) ymax(cm-l) : 1697, 1655, 1518 

NMR(CDC1 3 , 270MHz) S (ppm) :7.74(1H, d, J-15.5Hz). 7.18(1H, dd, J=8 3 
1.9Hz), 7.08(lH, .d, J=1.9Hz), 6.89(lH, d, J=8.3Hz), 6.77(1H, d, J=15.5Hz 
), 4.2K2H, q, J=6.9Hz), 4.09(2H, q, J=6.9Hz), 4.06(3H, s), 3.96(3H, s), 
3-93(3H, s), 1.39(3H, t, J=6.9Hz), 1.27(3H, t, J=6. 9Hz) 
[0 0 3 1] 

ft** 3 : (E)-MM-^f^>, flJ , ) . Wf;M)3 . y:/Dll .^ ry 

^> (mm&mm 9 2/0 6 9 7 6t) 

: 164. 8-166. 213 (2-^n/NV^;v-7fcJ: OffiBft) 
5B3R#*Hi : C22H28N 4 0 4 ^ LT 

mmm (%) : c 64. 06, h 6.84, n 13.58 

mm (%) : C 64.06, H 6.82, N 13.80 
IR(KBr) vmaxCcnr 1 ) : 1692, 1657 

NMR(DMS0-d 6 , 270MHz) 9 ( ppm) : 7 . 60 ( 1H , d , J=15.8Hz), 7.40(1H, d, J=2. OH 
z), 7. 28 (1H. dd, J=2.0, 8.4Hz), 7.18(1H, d, J=15.8Hz), 6.99(1H, d, J=8.4 
Hz), 4.02(3H, s), 3.99(2H, t), 3. 90-3. 80(2H, m), 3.85(3H, s), 3.80(3H, s 
), 1.85-1.50(4H, m), 1. 00-0.85(6H, m) 
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ft** 4 : (^-l.s-^^-s-Cs-^h^v^s-^^^^y^^^^,;^ 

-7-^;u*h^^ (#1^6-2 1 1 8 5 6^ 

: 201.5-202.3 v 
Ttmfttitm : C 2 oH22N40 5 t LT 

(%) :C 60.29, H 5.57, N 14.06 
Mm (%) :C 60.18, H5.72, N 13.98 
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IR(KBr) V max(cm-1) : 1694, 1650, 1543, 1512, 1433 

NMR(DMS0-d 6 , 270MHz) a (ppm) :7.58(1H, d, J=15.8Hz). 7.23(1H, d, J=15.8 
Hz), 7.20(1H, d, J=1.0Hz), 7.09(1H, d, J=1.0Hz), 6.05(2H, s), 4.09-4.02( 
2H, m), 4.02(3H, s), 3. 94-3. 89(2H, m), 3.89(3H, s), 1.25(3H, t, J=7.2Hz) 
, 1.13(3H, t, J=6.9Hz) 
[0 0 3 3] 

(i) ommim^mnx-um-t^o 

tLXtobtiX^Z [ 3 -Dk7v.^-^-^. 7 7-7nn^ ( Eu 
ropean Journal of Pharmacology) , 1994^. f£23^, p. 260] 0 

mmowzkM&wx (#ai5-i7 g , h *slc, mm **mm*u 22.4 
-26.o g<oimtt £ ^tztem*m.mzm^ ^o-r^^cD^^m^m^mmt 

S) t^#>&^18~24B#K^iL^ HKS-ffofco 
[0 0 3 4] 

W»fk-d*»i0.5X MC»»l [0.5%^^;Hr;lxn-^ 400cP 0fD3fe*B||gI£) £ 
» (I) £30mg/kg (l0mLAgO#») Lfc (tU*ft^&£#) 

gtftp«4Lfc, *«>mmikK. wmmmmxmm (lbs : usA-201, 

******* (#) ) £fflv>T1000 V, 50mA, 0.2W»^^ ( ^ 
[0 0 3 5] 
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, (p<0.001 : Student' s-test) . ft 

p^cjt^T, *m<ow*KmK&»Ttt*miiftmtm*>htLt: (p<o.oi:a s 

pine-Welch test) e 
[0 0 3 6] 

ddSUtte-r** (M20±lg) *i*3BEfflv^ Wlfb^*ftpa#L*:o ft 
^7BB©JE£#R***U **K« (MID) a****. 
[0 0 3 7] 

*MB-J-*MHtr^ (MmacksonT^A. festftfttf, Lennox-Ga 

,tmttMW * «M3*«***»r**i* 0 t^^ttt^ (i 

) »#te(*u<!L WWftftfcMISMCOJMiaMM^, (ii)ttfcfflHWSfK ( 
iii)*»»^*e>z:*WH3|uitfc^tt«ft^ (2) *«t*J:o«*M tto 

, (iv)m«f^ (v)9ft*mft»fc (vDitoftfw, ( 3) T^/^ftWM 

[0 0 3 8] 

^n-**^ -^&^»ft*qi«tt»cjl5#*«Atf*^ Jackson-^ 
Westmm, Unnox-Gastaut^p, Mfcf&He«>?tt* i OV£ fcttfe 
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it** (i) *fci**«watt»ciw$*i*att*o444 fcl4 «oMs» 

§«P 0fcT\ MAdiUlAAttb) *0**fc»LTa«*tt]Rflifc 
[0 0 4 0] 

[0 0 4 1] 

tfz, mama, m®*., &mm, rn>x-xm®.ztzi±&fctr»x-xm 
en **:tt*fl!>*a»»=»#$*t*ai±, ±iB»«i»-cftpwjc* 

m±, Wmm. A*©**, ^S, *«»HJ:0JI**^ l-100mg/60kg/ 
0f L< »il~20mg/60kg/H*-B-|IIf fctt»Bfc«-»tTft#-*-*flW 
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mmmi : 

4b^tJlO40g, 7^ h-*286.8gi3J: W#^rc^60g£rI^U £*U^ 
Kn^v^ne;Hr;i,n-^(7)iO%7K^120g*jDx.^o ^I^^f&ja 

m^^^v^A1.2g=lrJnx.T^t, @8mmO#£#o£3TiE$S (3£7jc*±MT-15 
[0 0 4 4] 

ffc&fcl 20 mg 

9* h-* 143.4 mg 

. mtom-CAtto- 30 mg 

^2iX21>m^A^A 0.6 mg 

200 mg 

[0 0 4 5] 

£W«#««r*r-fe^^«« (ZanasittS, LZ-64M) J: K) . ^ 
-F*y-t;u4-^ (l*y-fe;v^,^^i20mg#fi) cjfcuu *y-fe;^J (l* 

«WT ft** 2 20 mg 
T tf-b;l/ 99>5 mg 
^77T/f7n^A 0.5 mg 
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120 mg 

• mmw3 : mm 

[0 0 4 6] 

SIKH (l^T^*3t:9igttJfc»awt^Mr-J-«) £#£o 
[0 0 4 7] 

2 mg 

m&yjxm 200 mg 

24 mg 

mimrvw* 50 mg 

&MmM%& L72mL 

2.00 mL 

[0 0 4 8] 

-*T%75 (^tvOy-^±f) 290.9g*40-50r-e*tt$« o £*t 
Mfrfr* 4 02. 5g, *- y 'J 7A 13. 6g£ J: tffc- V >if h V * A14. 2g 

om\<om\z%m\.tz^ **\zn&L X ur\§m {iwmhmmaitto.** 

[0 0 4 9] 

item* 2.5 mg 

9^f^*TIta5 678.8 mg 

*4 290.9 mg 
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: 16/e 



*-y>m*y*A i 3 . 6 mg 

: ^-V >M±lL2U lA 14.2 m . 

1,000 mg 

[0 0 5 0] 

mi] 

mmm (#) #^7 7{±^^jih^ «L fil ^ 

***: P <0.001 (Student' s-test) 4>*ft&*3?1- 
** :p<0.01 (Aspine-Welch test) O^H^^f 
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*SlT A,frA,m SrJt^t- ^it 0 
Hfcl 0] 




^t-;vJ/:(MT;^-j^iL, R4tiv^nr;v^;K - (CH 2 ) n -R 5 ££ 



tBIE# 2004-3067031 




^- v : i/E 

#12 003-185477 
ffl I A 1 I | | 



#"9" [000001029] 
1 . 0 19903s 8J! 6B 

Br *3SC* i F-ftBaE*¥«r 1 T§ 6# i# 



ttiBE#-§- tflfE#2 0 0 4 - 3 0 6 7 0 3 1 



